P27627.P03 



J^O/529692 
m 



XIZftec'dPCWTO 29 MAR 2005 

IN THE UNITED STATES PATENT AND TRADEMARK OFFICE 



Applicant 
Appl. No: 
Filed 
For 



Syunsuke OH HAS HI et al. 
Not Yet Assigned 
Concurrently Herewith 
PHOSPHOLIPID DERIVATIVE 

CLAIM OF PRIORITY 



PCT Branch 
PCT/JP2003/012502 



Commissioner for Patents 

U.S. Patent and Trademark Office 

Customer Service Window, Mail Stop 

Randolph Building 

401 Dulany Street 

Alexandria, VA 22314 

Sir: 



Applicant hereby claims the right of priority granted pursuant to 35 U.S.C. 1 19 and 
365 based upon Japanese Application No. 2002-286306, filed September 30, 2002. The 
International Bureau already should have sent a certified copy of the Japanese application 
to the United Stated designated office. If the certified copy has not arrived, please contact 
the undersigned. 

Respectfully submitted, 
Syunsuke OHHASHI et al. 



March 29, 2005 

GREENBLUM & BERNSTEIN, P.L.C. 
1950 Roland Clarke Place 
Reston, VA 20191 
(703)716-1191 




Bruce H. Bi 
Reg. No. 29,027 



Leslie J. Paperner 
Reg. No. 33,329 



i 



RECEIVED 

U 1. 13 51 



PCT/JP03/12502 



TENT COOPERATION TREAP 

From the INTERNATIONAL BUREAU 



PCT 



NOTIFICATION CONCERNING 
SUBMISSION OR TRANSMrTTAL 
OF PRIORITY DOCUMENT 

(PCT Administrative Instructions, Section 411) 



To: 



SIKS & CO. 

8th Floor, Kyobashi-Nisshoku 
Bldg., 8-7, Kyobashi 1-chome 
Chuo-ku, Tokyo 104-0031 
Japan 



Date of mailing (day/mo nth/year) 

24 December 2003 (24.12.03) 






Applicant's or agent's file reference 
A31562M 


IMPORTANT NOTIFICATION 


International application No. 
PCT/JP03/12502 


International filing date (day/month/year) 
30 September 2003 (30.09.03) 


International publication date (day/month/year) 

Not yet published j 


Priority date (day/month/year) 

30 September 2002 (30.09.02) | 


Applicant 

NOF CORPORATION et al 



1. The applicant is hereby notified of the date of receipt (except where the letters "NR" appear in the right-hand column) by the 
International Bureau of the priority document(s) relating to the earlier application(s) indicated below. Unless otherwise 
indicated by an asterisk appearing next to a date of receipt or by the letters "NR", in the right-hand column, the priority 
document concerned was submitted or transmitted to the International Bureau in compliance with Rule 17.1(a) or (b). 

2. This updates and replaces any previously issued notification concerning submission or transmittal of priority documents. 

3. An asterisk(*) appearing next to a date of receipt, in the right-hand column, denotes a priority document submitted 
or transmitted to the International Bureau but not in compliance with Rule 17.1 (a) or (b). In such a case, the attention 
of the applicant is directed to Rule 1 7.1 (c) which provides that no designated Office may disregard the priority claim 
concerned before giving the applicant an opportunity, upon entry into the national phase, to furnish the priority document 
within a time limit which is reasonable under the circumstances. 

4. The letters "NR" appearing in the right-hand column denote a priority document which was not received by the International 
Bureau or which the applicant did not request the receiving Office to prepare and transmit to the International Bureau, 

as provided by Rule 17.1(a) or (b), respectively. In such a case, the attention of the applicant is directed to Rule 17.1(c) which 
provides that no designated Office may disregard the priority claim concerned before giving the applicant an opportunity, 
upon entry into the national phase, to furnish the priority document within a time limit which is reasonable under the 
circumstances. 



Priority date 



30 Sept 2002 (30.09.02) 



Priority app lication No. 



2002-286306 



Country or regional Office 
or PCT receiving Office 

jp 



Date of receipt 
of priority document 

13Nove 2003(13.11.03) 





The International Bureau of W1PO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 

Facsimile No. (41-22) 338.90.90 


Authorized officer 

Patrick BLANCO (Fax 338 9090) 

Telephone No. (41 -22) 338 8702 



Form PCT/lB/304 (July 1998) 



006029968 



# 



H S # fF Jt 

JAPAN PATENT OFFICE 



2 1 :.:AR 2005 
0>CT/JPO3/125O2 

30.09.03 



RECD i 3 NOV 2003 

» X * IB HI — & & IE H0i-& o 1 Sil 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 



m m ^ n s 

Date of Application: 

m jh # -s- 

Application Number: 
[ST. 10/C] : 

m b a 

Applicant(s): 



2002^ 9 ^ 3 0 H 



2002-286306 
[JP2002-286306] 



; PRIORITY DOCUMENT 

j SUBMITTED OR TRANSMITTED IN 
; COMPLIANCE WITH 

it RULE 17.1(a) OR (b) 



Commissioner, 
Japan Patent Office 



2003^10^300 





0H 



2002-286306 A V ' 1/ 



[#«*] mf?m 

A21533M 

[1IWB] ¥^14^ 9J!30B 

[Jb-c^fe] mt?f?&% r 

[S&9!#] 

IftWXtte^f] »^JII*JII«rf^JI|l»E*«t2 - 3-9 
[ft*] 4Mt 

#^JII*JII«Mi**E^ 8 7 6-3 0 1 

[ft*] A# ftft 

[<£/OJi^M] ^^J!llrJlll^r|i^Em*7tT^ 1 0 3-2 0 3 

[ft*] #0 

K£BfXt±g8f] »^;illlMltilim»«tlZ^^«B»C 1-1-3-401 

[ft*] ^>Tl*I flft 
[&H#] 

[ft^fXJi^] m^tnFjiiE«HiTi 1 6#i 3-^ #-mm 

[ft*] Mfk % 

itiLffijutmm] mtk^xLpmmmm iT§i6t nt m-mmw 

[ft*] SUB 

[ft*] HzR 



tbfiE# 2003-3089895 



2002-286306 A ^-v *. 2/E 



[TOJ#-^1 000004341 
[»J#-S§-] 000002831 
[»J##1 110000109 

l^itt^rtft*^] 170347 
Mfrft&Hl 21.000R 

bumf i 



tbfflE#2 003-3089895 



2002-286306 



1/ 



(a) TiBss (i) -ea$tL^m^#^A. 

(B) TfB:£ (2 A) Rtf/XliTSasS; (2B) T^£*L&«j£ijM£B, 

(O tib^: (3) -c*$*L*flHft*fic : 



R 1 R2 

I I 

-CH— C- 



R 3 (AO) m R 4 



H H 
I I 

-c — c- 



L xo ox J 



H H 
I I 

-c— c- 



Ar 0 



(1) 



(2A) 



(2B) 



H H 
i i 

-c— c- 



H 

. xo 



=o 



NH 

f 

o 

0=P— OY 

o 

I 

i i 
? ? 

o=c 0=C 

R5 R 6 



(3) 



[5£ (1) Rl^U f R2(i-etLeta4^^7K^Md : -3?.{ip<^;V*«:^1-^\ R 

; mtt^^'>T;V^rV'>*O s P*&#jDn' : e^Sfc*^U 4^m^l o o^iiot 

; R^fcigJETs R^mi~2 oo^Mbflcss*. X{iTy;vi^L, 
5£ (2 a) x (i >e tit~*il&AL izTkmw^ r fr* v &mwfr> t>*~?a 

> KitiT^^-^A^^U 5£ (3) R5C0S:^R6C0f±^- K^KM 
tLKStm&l 0-2 2<7)7yJVi^L ; R7{±j^^2 - 4 <D 2 flfiO^bjc* 



mtiE# 2003-3089895 



2002-286306 4% ^-9: 2/ 



C l €;v4>i: l ~ 4 ^©tte-e^tr U >JIB«8t*#o 

oa^3^±t\ rt>o l 5 0 JJJLTl?**»*^l £!B*oy >lfi^ 0 
[iff*£3] #*^+fc«*L**jftJMa:A, #J«J|tttB, RtfHM&JMfcC 

5 ] r 7^?- ^ >at -c* * w*^ i^i4 co v^-r ti^ i * \z% m 
[»** 9 1 B«*««F Lfew** 7 xti 8 Ktm^mmm^^mmm. 



m*m i o ] mm&ttmmir~$> a m^m 9 \z&msowmmi* 
mam 1 1 ] it** i^^t5 ov>r*u> 1 jgicia^o v 

as^rfe-ejboT, awyMtA ^m^fiB t z 7/3 ~ 3/7o*^jtt?*o* 

S^#^trTfao^: (4) : 
Mb 2] 

V 

R 5 -CO-CHj 



O (4) 
, II I 
R 6 -C0-CH 0 

I II _ 
H 2 C— OPO-R 7 -NH 2 

OY 



mwElfc 2003-3089895 



0 



2002-286306 A ^- v : 3/ 



(55*. R5C0, R6C0> R7, Sr>*YttJi|Bi:^t?*^) 
[0 0 0 1] 

[0 0 0 2] 

(Reticuloendothelial system : J^T TRESJ tmi'^o ) K3f|££*L 

&&C|glLT, RE S&jz£%:mWb%:2> 0 
[0 0 0 3] 

.x], ./^t7-f^ -799^ 761^, 1983^) . *Big#^ 

]KO«v*>v^->S:flJffli-*^ (^t^^;i"77-73nyS 32^. 33 
81K> 19834?) . Vs^-XKWfrV) 4 >=f$ jn.i; >£fflv>£0!j (^Mt^ 

^;V.77-73Dy- 32^, 3381H* 1983^) . 'J^V-AOl^i: L 

, 761$, 142K. 1983^) $r ifj&*ift3fe$*l/CV>&o 
[0 0 0 4] 



fcHfiE#2 003-3089895 



m 2002-286306 ^ ^-i? I 4/ 



3tf&106^»i*3?itfl, 336 Jt> 1986^) > KGM1 (FEBSV*-. 2 

23^. 42W> 1987^) „ 7t^7rf VH/y hHV (FEBSl^-> 223^. 4 
2H. 1987^) > yt is KGM3 (#P3BS63-221837^-^) 

„ ,f >jxf (FEBSP^-. 268^. 235Jt> 1990^) . 

fuy^mmfe {^rXiJ)V • Ty V - . rV7>. 38^ 

„ 1663Jt\ 199030 . 5 yWLWMfc ('U**$-1J - ib - ^U^"7^f 

# • T**, 1108^ 257H. 199230 , # y ^ U * U ^ U (#H 
^F6-228012-^<2r#) 4m<Of»!ftflt Lt«t$*iTv^ e 
[0 0 0 5] 

^V^^ K*IHM"**£-tel±* tt*°'J^7'f WJ S> 

r v > \z 2 ttjmuMfr? *&trit&® * # < se^-r & ^31*** & „ 

[0 0 0 6] 

> Tfstc^-t 'j ymn imtrtz - 1 Ltz 0 

[0 0 0 7] 



mum 2003-3089895 



2002-286306 



(a) Ties: (1) ■emztizmmg.&A, 

(b) TiesS (2 a) Rif/xteTm^: (2B) x-mztizmmmzB, afcin: 
(O rmtf. (3) x~m2*tz>mj&%.$LC : 

Kb 3] 



5/ 



R 1 R 2 

I I 

-CH— C- 



R 3 (A0) m R 4 . 



(1) 



H H 
i i 

-c— c- 



o=| j=o 

. XO OX J 



H H 
i i 

-C—C- 



(2A) 



(2B) 



H H 
i i 

-c—c- 



XO 



NH 

o 

0=P— OY 



CHo CH—CHo 
i i ■* 



O 

o=c 0=C 

R5 R 6 



(3) 



(5*; (i) *K R^zfR^ft tL^timr. ^Tkmm^-JUi * 7- fr& £ R 

Tfcff&fc^L ; AO(i-ett^tO*35:H^m2~4<7)^^vT;V^rV>*^^L 
; mlit y 7^^ 1/ ^) t> 4^m^ 1 0 0 (D^M^W 

^ (2) 4\ Xfi^^tate^KStl^ T/l'fcy&JRJGK^ T^^-^A, 
Xtt^«T^-*A£3FU 3* (3) »K R5C0S0 f R 6 C0tt-€-tL-€*ti4tt3: 
fc^URgfel 0-2 2(07v;VMiL; R 7 ^*m2~4^2jffiOR<b7lc^ 

ffiB XOWlfiJItfl: C O^-tf- 1 o^Jfctf* 7/3-3/7 9, C 



ffifiE# 2003-3089895 



2002-286306 A ^-v I 6/ 



<fe /E> o 

[0 0 0 8] 
[0 0 0 9] 
[0 0 10] 

fcfl&aUMfcB ££7/3-3/7 0*;VJ£^tr*m^KttLTTf20:£ ( 4 

) : 

[ft 4] 

R 5 -C0-CH 2 



O (4) 

R 6 -CO-CH O 
I II 
H 2 C— OPO— R 7 -NH 2 

OY 

x*m $ tizit&w * bod $ jm tr $ m 0 

[0 0 11] 



ffiliE#2 003-3089895 




2002-286306 A ^-v I 7/ 



MtAt, ^u^>mMv<i±^r(o^jnim^^4>m^m^:-r^ (2 a 
) 1^/11^ (2B) xmzfr&wm^&B tz^tt&m&fcx&^x, 
>mmK&mv>?m*^-tz>3: (3) x^*i&m&^®.c*^tszt*m 

Wit LTV^o 
[0 0 12] 

&X&10. MxJi\ -CH 2 -, -CH 2 CH 2 - -CH (C 

H 3 ) CH 2 - -CH 2 CH 2 CH 2 -^^^b7Km*^W^-i:^-e§. $f 
tL<fi-CH 2 - (^V>S) -e$)^o 
[0 0 13] 

A O X^iZ ti& * * is T 1/ ^fiiStlfgfc 2 ~ 4 ~> T ;V3f V >^-e& *) 

Lv^ 0 AOT^^t>$tL^m'f@<^^i:2~4c0^^rvT^^V>*(ilMX(± 
2S^-hT^i^ 0 2«m±<7)^^vT;i'^V>S^^tf^lCt±, ^<Dm.&& 

m&Alz&^x, AOt^$ii|,t*y7;^V>ii Ltt^yxfvy^rl: 
^tfCt^m-i L<, ^^rvx.^l^y^c7)ilJ^-^^rvT;V^r V^^^^S 0~ 
1 0 0 WM%&±X$>2> £ fc**jaF* L < , 7 0- 1 0 0 ff%#J: f)0JL<. 
1 0 0 bv^o t^fyxf i/yioi^5 0 5t*%J:0^* 

[0 0 14] 

mi*** s sTfr*\s>&<D¥&if'tin*n'&X$>*)* m(i4~l 0 0, 1ft t L < li 
6-46 Otttrfc & o 4<t^h$^t ^M'&teO* § $ fcJfc^T # 'Jt^rv 



ffiliE#2 003-3089895 



m 2002-286306 S ? : ^ 



„ m7&*l 0 0 <fc ^§v^^*vT;V*l/>g>6><b&&* 0 y 7^V>^J 3- 
[0 0 15] 

3E£ Ltft WAfcT, %mm. 1~20 OJBlKa^fc***RO f ift*«: 1 ~ 2 0 
LTtiU .x?-/Hk, yne^ ^y^ne;v3fe. T^/i^. >fvr 

tert— /fV^^f;Vi, A^pyjVi, 4V^"7 

n y ^iltffy ;vf h 7 f v tfl. i t ^"Ci , jfe3&U~2 0<a 

;i/7x-;vi, t^f;i/7x-;i/S, /iji/7i-;vi, Kfy;i/7x-;H, 
yt^f;V7i- fr&R f/yV^^7x- & fc* £ f & £ 5&*T* £ & o 
[0 0 16] 

Jt*#l~2 OOTy^SfcLTIi, 7*net>S6, B&M> <f V»HL * 

7*^1, 2--x^;vn*^>^ ^f77t>E fc^y^SL 9*yv^ ^ 
y*?->@U si 'f v^/us^St* J^fT'Pi, ^7^77'J^ 

m> 77^^ h i^f >^ tw>^ 'jy-^> y; 

li7v^SiflL<, *3lf»Cl~4 0lft<fc**|fe#$^H»4 Lv>, ^ (1) 

-c^s tL^>#^#fiAtc^3^^ R4(±-etL-rta*5:t 1 ^) *) > 1 i3Hi 2 hj&jij: 

[0 0 17] 

5£ (2A) , (2B) „ Xitt (3) •CSE^^Wflfcm^ivl/^ >K^rb<»4 



ffifiE#2 003-3089895 



2002-286306 A ^- v ! 9/ 



^ y tf y y>fi5feo^T>^e-^A^^f t>tL* 0 w >m^L< fi-e^ 
[0 0 18] 

R5C025.0 f R6c0fi-?-tt-rtL^5:tc^i5:8~2 4 0Ty;l/i^gm £0 
CORZFRtCOt LTIi, #U;Ll£:*7 :/'J J&yy^lk 7*y>8*. * V 

> *w>m> 'jy-^E T7^f>^ y^v-tyvst 

i§ 0 -O#^^:4Hc^i^L < &R5c0^R 6 C0iiI^— ^ot^I^ot 
^TU^o -etL-r^O«^^4 J ^i3tt^R5C0X(iR 6 C0(i-etL'r 

< itRmmi ~2 o^Tv^-e^^o R?Sf§8tf s 2 4 *M^^> t7M=B^<£>#ifc^ 

& < ak&rtn^&if ^*£> *9 . ^^8 J: 19 ^^v>t«SIgt^ B W 
[0 0 19] 

zv&mm^t Lx-thv varx/* y 7a^w^h s t^, mmr^*- 

tBSE# 2003-3089895 



0U 



2002-286306 M ^- v : 10/ 



£o R 7 (iR*m2~40 2ffi<7)^b'^b7K^-e^^)^ i 0*#W^fi-CH 2 C 

H 2 ~> -CH (CH 3 ) CH 2 -. -CH 2 CH 2 CH 2 -> -CH 2 CH 2 CH 2 C 
H 2 -, -CH (CH 3 ) CH 2 CH 2 - -CH 2 CH (CH 3 ) CH 2 -> -CH 

(ch 2 ch 3 ) c h 2 - & t*(Dj?ti\:7km&*mfz> - t &t # , »^L<(i-c 
h 2 c h 2 - x~$> z> ^ v >m-e&z> o 

[0 0 2 0] 

&%.&a^ (2 A) s^/xi^ (2B) -e^^tL^m^fiB (#J&ijMftB 

J±5£ (2 A) Xltt (2B) OV^TtL^T^^tL^^^O^^ib^^^^-e 
^otU<^ &&v>f±g£ (2 A) 5.^5$ (2B) 0«*#fi[OM#«:^trtO 
f*oTUv^) , (3) T?3£$^**«#ia[CO«:»:tt3J2l±-C, *o 

1 5 oar-CJbSo k^f^fiAo^;i/S, kIl£^j£i|MEBo;e;M&, kl 
Il£^Jji{£C<^;vi&h L7^£\ kH, ^kni{±j^-f^M# : 1^ 
k I II^4 > 3^kI+kn+kHI^ 1 5 0, kV (kH+kHI) = 7/3- 
3/7fc»fcU $ftL<ti> WTWi# : l^kHI^ 2> 5^kI+kH+k 
III^iOO, kV (kH+klll) = 6/4-~4/6£8tfc1 _ o *»iO'J^ 

3» K^-a-t s jsag-e* & o fl*j£i|Mfc c a*^* frc 7 > ^ a mzim L t v> & c: t 

am* iv> 0 
[0021] 

[0 0 2 2] 



tBSE# 2003-3089895 



2002-286306 M ^- v : 11/ 



> (00 2 - 1 6 3 1 0 8 #P8¥9 - 2 5 5 7 4 0 

l<Z&^X, 5£ (I) xmZtlZM&mi. Ate, m^^iC9>^A^X(±rn>y 

^ (2 a) w/x^ (2B) xmzti&mfc&mm&fc*^? > ?A 

milt?* y ?&<n^ir1x<DMmxlf&LX^X i> £W>*\ $ft L< 
[0 0 2 3] 

^WiB^itTK-vi^'f >m^fi*-r^^ir{±, ^r»^J*Z(±^#.-e^ 

s^lt^±#^{±, ^*m^-#:^o#^#^B{i^: (2B) xmzfr&mmmzt 

<o#^^i (5S (-2 a) T^£*L&MtiiM£) tvxnhfr&o ±Mv>frJBxm 

[0 0 2 4] 

mtm&mi&ftU 2, 2' -7V*a^ y7fn;HJ;v^^T/«P 
tfmfb ft^»{i#*#<7)#tf'tl:5 i *tc^ itlf 0 . 0 0 1-0. l 
%> L < l± 0 . 0 0 5-0. 1 ^;v%T£>&o t fc, #^j£CT^il#t!> 
^J*#ffit-cfi^^^f9-rt i>x&&o KB&fti*. mi%Kfcumo-i 2 or 

, Kfcm%i-~5ov$mx$>y), ^tL<uK^m2 o~i oot\ £a&B#n3 

2-2 5B#p B i-c&& 0 *fi^#^i3tt^m^^iAfc#jz§:#f£B h^^^Jt 
}i7/3 ~3/7Tr$>lK Sf* L < 6 /4 ~ 4/ 6 <9 . ±Wil<ii5 



ffigE# 2003-3089895 



12 0 0 2-2 8 6 3 0 6 ^ : 12/ 



/5fM, i/:, i*I^IiWil±1 0, 0 0 0-1, 0 0 0, 
0 0 0T?*>K JifiL<ttl 0, 000-200, 0 0 0t*S o 
[0 0 2 5] 

«^eA^:S^^iBfc^^-tf*m-^#^LT±|B(7)^: (4) xmZti&V 

mn.Mm<vmmim^mfc-zti%^*K mm. mm^^mtLxityv^ 

i: ttfi'J h V 9 A. j^m^- h U A. ^BteK*^ b V ? A, #*BH- h 

*n^*~>;i/#;V;jnMS K (DCC) , l-^;v-3- (3-^W5 

>; ^m^ikteWl^MZtt^XO. 5~10f^K fJL<(il~5fW 
£JSSSE«aI#2 0-90 r> 0iL<li4O-8 Om^o KJfclSni 
1 B#H£JLL, » f L < it 2 - 8 WFKt?**o 2 0 *C i <9 teST? ttRjEWjW&v* 
0 , 9 0 V X *) ift»T»«:»©fc:Mv»*** ( 4 ) y >J§gJC4fc-£- 

[0 0 2 6] 

£*m-8-lfc (CP) W&ttMtettLX i~4^e;K SFt L < i± l - 2 

[0 0 2 7] 



m§E# 2003-3089895 



12 0 0 2-2 8 6 3 0 6 ^ ^- v I 13/ 



*4*t=R5e$tL*v>*» % mar, Txxfrv>mv^mait*mm-*mKft 

O^MfctfLTO. 1-2 0S£fi%. 0t L<&0. 5~7fi%, i 
L<ii0. 5~5®4%-C$)^> 0 
[0 0 2 8] 

tit, *%ww>mmmmm^ vHm&&v>mwtLx. watti-mit 

[0 0 2 9] 

. ^-r^ >. -x^-tf-r* RFS-2000. Lurtotecan. 

BNP-1350. Bay-3 8 3 4 4 1, PNU- 1 6 6 1 4 8, I DEC- 
132. BN- 80915. DB - 3 8. DB-8U DB - 9 0. DB-91 
. CKD-6 2 0. T-0 1 2 8. ST- 1480. ST- 1481. DRF- 
1 0 4 2. DE-SlO^^^^hfyVii*, K-fe * * * 
V^^r-t^ IND-5109. BMS- 1 8 4 4 7 6. BMS- 1 8 8 7 9 7 

ttiiiE# 2003-3089895 



12 0 0 2-2 8 6 3 0 6 ^ ^- v I 14/ 



> T-3 7 8 2, TAX-101 K SB-RA-31012, SBT-151 
4, D J -9 2 7m<V**V->mmfa. ^^7 7U', 

h^y>C, It7l/f7/fy>, 1^/nv^fyy, xh#->K, 1^ 

RTA^lfy^ 7*7^-^-7% ^-fe^7>*>\ jfr'* TNP-4 7 
0, T AK— 1 6 5 > KW-2 4 0 1, KW-2 17 0. KW-2 8 7 1, KT 
-5555. KT-8391, TZT-1027, S-3304, CS-682 
. YM-5 1 K YM-5 9 8. TAT-59. TAS-101, TAS-10 
2, TA-106, FK-228, FK-317, E7070, E7389, K 
RN-7 0 0. KRN- 5 5 0 0, J- 1 0 7 0 8 8. HMN-214, SM- 
1 1 3 5 5. ZD-0 4 7 3f^Pf-Sii:#ti-5o 
[0 0 3 0] 

> • tr > n Ic^tt^SAffistfe^. ^ > • kf^T-Hat'S - K J: *} fpffii~ 
[0 0 3 1] 

i±liiE# 2003-3089895 



2002-286306 A ^-v* I 15/ 



Jii2tf>J®SfJ^t#ii. S&KyyjJ&K, 3^td-;k 3W^-^f© 

*777fy;K/yh-;K *^7 7fy>^Hn-)K 
„ 2-v^ h^f;V- 1, 2 -ft^ry*^7 7f^3'J 7*7X-7ny 

> am7 7f v y * w * c i: a ? -e § , c ti h t± i 2 m&_t £ a 

fcv^ tfUxJ*, 2^f>2 0O»ftXtt^«&JftlOJ»ll»St59l*«:^f*i 

ii^-ei. 9?i;y&, 5'J^f>^ ^ws^-yak *T-T';y 

[0 0 3 2] 

^WMfcLfcJBJRfcLTMU -ttl'J'fv-A, £MV#y-A, O/WI 

-A^x-7;l/ya yo»^tCiitiT-S^5 0 nm^<b 5 ^ m-C& . EtfJU-te/l' 
GD±§£\ tt^FS*»5 nra^f) 1 0 0 nmt'*§o ^<>*t5 -t^^5ellO«*t# 



tBSE#2 003-3089895 
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[0 0 3 3] 

^tioM^'b, &mmm*<7)mmM*mjj% <-rz tti*mt t^ G j§i» 

O^W^ttOffl^C,, TK^^pH^^tt^^^tt^ (pH3. 0^ 
v»j&*. flflxJf, HtK^^^V^T^, 2-20% (W/V) WiL<, 5-1 

0% (w/v) ^?.i:ifil^o ^«t;v3-;vtK^ic*3v>t{±. i 

-5% (W/V) ^0iL<, 2-2. 5% (W/V) A*$i5>t:jff U» e 
WLKte^Xte, jft»#J<OiStK**5 - 5 0 mM^i L <U 10-20 mMi^ ^ 

^t#:^i3lt^M»*<7)jfeJ^(i, 0. 1 mM~5 0 OmMifl L<. 1 mM~ 
1 0 OmM^Sfcfcjfrt Lv^o 
10 0 3 4] 

TXJ ?AY)V-iS 3 > (*PLffiUt») -Ht^^v^ 
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[0 0 3 5] 

* ss&n-r & i £ k x *) gini & -sit § . RfliXflHftat^tt^ 

iS^©**!*, ate^a»Affl*y YbLxm^&Zt ^MX-JoZo 
[0 0 3 6] 

su i^mn^trnvtzim, z bKzn*nmz^tz^m*mmz*ttzi&m& 

[0 0 3 7] 

m <? mmmmk k x z mm&m * n o - 1 kx 19 wt -t %> - 1 &x § & 0 J§&ie§i 

^ -ftl'J^V-A, O/Wlxv^i/gy, W/O/WIxy^J/s^, afcfc 

&#KGl5e£*L&££{±fc<'^ ^y- AO^tcti 5 0 nm~2 M m 

> it5-b;K^)Mli5-10 0nm, X7;Vya>Mt^li5 0 nm 
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[0 0 3 8] 

mmmizmm-t mm t mnwmm.fct <oi&s&m *&xmzm 

[0 0 3 9] 
[0 0 4 0] 




2003-3089895 
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&fc$>2>^l±^y7Uv ?Xtm$tiX^& 0 ) ZtZZttmbUX^Zo £ 

> ^at^i^Mat^2njt-<Tjt^^^s^r^^>o 

[0 0 4 1] 

§^3f£4 

tra»^^itt*»tt«>4©niR56$*L* 0 $k&jjm3 <Mi mm 
o z<Dmnwk<nmftzmimMfcjf&zit2>tztb\,z, mmLtzx^K^mmt 
* 0 -ob#k, mm^mMmmm^m^n^*tfz^m(om^mm7kx^^ 

o 

[0 0 4 2] 

) <Dmffli>tz*?-f^<Dx, m&*&i*mtt&2\z}t^x}£WQmm*&&-? 
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[0 0 4 3] 

mnmmik&t mm t <Dm-^m^mmmK^m. Ltzj&mzmmirz tz*b<D\&<D 
■%&tLxi*, v#v-&*m&-t&i3i&t lxx <&hti&-%&, Mx-isim 
mM&%£*smm^xi>j:L^ 0 ±#£ m=^m ^um^tz^^z^ %h 

[0 0 4 4] 

^-t-tUfiv^ #ijx.l£ x IS»^f5?-m^^^{i|Sill@*g|5^LT0 
. l*f) 1 0 0 0liWil<, 0. 5^«b2 0 0jm»^#f£Lv> o 

nmo 1 fflft L<. 1 0^?> 2 0 0 nmo 1 tf£ W£ Lv> 0 
[0 0 4 5] 

^4«tLTIi, Mill ft*WJ, £SS»h £8130, M#J> 

> y n - v 3 ^77- frftk -mm*mf & d i: tf ? -e § 
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7^f-">3^ PE> &Mifc&M. i"r>7~, «;^^> rr>-7*-Y 

o 

[0 0 4 6] 

^iftfi£ER£$*L& fco-CJifcv*,, 
*fi^# (CP) <^^3S 

iL> IffiITi:8 0±2 e CT-7^]!jn^Lfi^-Klo?:^To7t:o 
CH 2 =CHCH 2 0 (C 2 H 4 0) nCH 3 5 5 6 g (1. 0*fr) 
teTk-vUsf >m. 103g (1. 0 5^) 

t e r t--/fM;H^ry-2-xf;VA^t;x-h 4. 3g (0. 0 2 

^cv^-e % Ml^^&t^fcKJSoMTfc-*' W >U£ 1 . 3~4. OKPa^ffT 
C100±10 t:-e^* U 5 2 8 g 0*M^£N o . 1 £#fc 0 ihtz&M 
£-#N o . 1 \*2&L"?&mikm.fc'?$> 0 , IM&Jgti 100t-e2 0 6 cSt, «* 
ffrfiffili 18 2 KOHmg/gfl)9ito 
[0 0 4 7] 

CH 2 =CHCH 2 0 (C 2 H 4 0) 33CH3 1 5 2 4 g (1. O^fr) 

tek^wvgfe io3g (1. 05^) 

t e r t-7*fM;i/t^fy-2-xf;VA^;x-l« 10. 8g (0. 0 
5^e;v) 

2fev*-C % h;Vi^;Rtf*^wz>&;fcvW 1. 3-4. OKPaOlET 




fcBIE# 2003-3089895 



12 0 0 2-2 8 6 3 0 6 ^ I 22/ 

C110±10ra*U 1518g©*I^No. 2 '&htLtz$k 
l^No. 2 l±2 StiC^V^I^ifT^f), 0MMiEii4 9. 2 K O Hm 

[0 0 4 8] 

miK^^fttz^: (i) -e^$tL^>>fb^^«bt>H^2 K^sftfc&tTfc^w > 

^#No. 3-No. 8 ZmmLfZo *I^#No. 3~No. 8 0fif 
[0 0 4 9] 



* fi £• 


5£ (1) T'^ttSTVWr^Aoi— 7VV 






0E* 




No. 1 


0^=0101,0 (C.H.O),,^ 


1.0 


100 


556 


No. 2 


CHj^HCH.0 (C 2 H 4 0) 33CH, 


1.0 


100 


1524 


No. 3 


0^=010^0 (CJl 4 0) 6 ai3 


LO 


100 


336 


No. 4 


CKrC (CH 3 ) CH 2 0 (C^O) „CH, 


1.0 


100 


2022 


No. 5 


CH^CHjO < (CjH 4 0) a, (C^) 10 ) CH 3 


1.0 


100 


1532 


No. 6 


CH^HCH.O ((^0) l0 (CjH.0) M CH 3 


1.0 


60 


1532 


No. 7 


CHj^HCHjOCCjH^^CH, 


0.5 


100 


1524 


CH 2 =CHCH 8 0{(C s H 4 O) ao (CyW)) I0 }CH 3 


0.5 


60 


1532 


No. 8 


CH2 == CHCH20 (C2H4O) ^C^H^ 


0.2 


100 


1734 


Oi,=CHCH 2 0 (Q&O) 33CH3 


0.8 


100 


1524 ! 



[0 0 5 0] 
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& m & 








SIS 




No. 1 


1. 05 


tBEH 


0. 02 


No. 2 


1.05 


tBEH 


0. 05 


No. 3 


1. 05 


tBEH 


0.01 


No. 4 


1. 05 


tBEH 


0. 05 


No. 5 


1.0 


LPO 


0. 03 


No. 6 


1.0 


LPO 


0. 03 


No. 7 


I 1.0 


BPO 


0. 07 


No. 8 


1.0 


tBEH 


0. 05 



LPO : 5^n^/W<yU^-dE-->K 

t-BEH: ter t -y^W-^l^drV- 2 -^/W^^iJ-y 31— h 

[0 0 5 1] 

K3] 













20"C 


loot: 




T-tr h 




No. 1 


22, 000 


182.0 












No. 2 


21, 000 


73.3 












No. 3 


23, 000 


233.2 


m& 










No. 4 


91, 000 


49.2 












No. 5 


21, 000 


64.5 


m& 










No. 6 


21, 000 


61.9 


m& 










No. 7 


17, 000 


71.1 


mw 










No. 8 


16, 000 


62.0 


®& 


AS* 


mm 







[0 0 5 2] 



&%0f 1 

M^No. 1 -^XfTn^l/^77fy;Vx^ /-;lxT^ > (lmol 

) #5p#<7)^ 

yXf7n^;v*777f^x^;-;i,7r/7 4 8rag (lmmol) 
MMS£tt£lfx-fc 1 0 0mLO7y^n^T% h 5 0mL£inx.T4 Or 

Tii#U $f»MthV-7A82mg (lmmol) **iniU #fi^#N 
o. 1*2 1. 9g (0. 9 8mmo 1 ) JPX.T4 CCT'SBtP^^^^To/io 
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KIdO v'^ f 7 n ^ 7 7 f ^^x ^ / «- ;v 7 $ ^hg^^h 'J^At^i 

*U h/wc fcfcJ: i)*l«o. l-^f7n^f;v* 

7 7 7f^x^y-;V7r/19. 8g£#£ 0 
10 0 5 3] 

&jSWtf>RS6«\ v'J *^7*V- h^f;ii^D7 f^77^ - (TLC 
) KioTfrofco mm^MKli^uu^jVA 9 S-)l><DM&&Tb t 8 5 : 1 

ti:J: 0^W»KO5e*Srfro/io TLC tcx R f •fit 0 . 0 5#$£KB#e>*t& 

7D^fm77f y^vx ^;-^7^©X#7f L/c 0 
OiSBfi I RX^? h/nc£v»T\ *^7 7f ^;vx^y-;v7^ ><7)T^ y& 
o . U7^ K^-f& ZLtKX*)^ T^y m<V 2 9 6 0 c m~^(D 

\£-*nm&L* fffe^2jgtr^ Koe-^#i 7 4 0 cm-hz&bixzztfc 

[0 0 5 4] 

*M#No. l-y^f7n^V^777fy>x^;-;V7r/ (2mol 
) f»ftw#J£ 

y X f7 n ^j^X 7 7 f y ;vx ^ - iV7 ? > 7 4 8 m g (lmmol) 

0 0mL<D7 7X3*X\ >Jl/x>5 0mL*JDx.T4 0*0 
t?«#U $t)t:S®th'J'7A8 2mg (lmmo 1) «;UnL> *£-£-#N 
o. 1*11. 0g(0. 5mmo 1 ) JDX.T4 0 ICC 5 B*IBKJ&*^f ofc 0 EL 

^7 7fy>x^y-;v7> >^ffi$*LJaf< Lfc 0 <%*ltf£. *>itb 

t*»y^f 7n^f;^x 7 7f y;vx^ ; - ;i^7 ^ >tW&ti- MJ * A* 

^77fy>x^;-jV7^10. 4g*f»t 
[0 0 5 5] 

^^^raseii, ">y*r;W-/V-hS:fflv»7t:»Ji^n^h^97>f- (TLC 



£B1E#2 003-3089895 
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IfcKJ: *)tt®m<D$m*ft<z>tzo T L C M T R f'fitO. 0 5#i£Jca?>tL&^ 

*l*#No. It7^ Kfe^-t*ifc^J: »K 75/3602 9 6 0 cm-l<0^° 
-*ri*fg£U 3?rfet-2jRT^ KOk?-***l 7 4 0 c m-lfciifctL* £ t K X 

[0 0 5 6] 

*MNo. 2 -v^-rTn-f ;i/*^7 7Wx^;-;i/7 5 > (lmol 

) #unfro^ 

-7^ r 7 n ^ 7 7 7 f y iVi^ / - ;V7 7 4 8 m g ( 1 mm o 1 ) 2^ 
fflftmW:$:ffiz-?z 1 0 0mLO77^ncf3t\ h 5 OmL ^jjnx.r 4 0 *C 

•eaWU ^l«tf'J7A82mg (lmmo 1) **ftlU *Jl^#N 
o. 2^20. 9g (0. 9 9mmo 1) MT4 OttSHfTO^^o 
SJS»To«SK»iTIBO TLCCi!) *f v\ -yuK'J >ffrfe -tTu4 
;v*7 7 7fy>x^/-^7^ ^UJ§*ift< Lfc 0 <^*P^> 

Lt*at&Oi;xf 7n A'*^ 7 7f y>x^ 7 - ;V7 < > fcfttt h % ) -7 A 
*r|£*U h^^£MEE@*L/c?>*>, h ;Vx> 2 0 mL SrUnx.»»U 
t s /10 0mL HfiT U N o . 2-y^f7n^ 7 rf-Vfrz- 

*y-;VTS vo*Sfi*f*fe 0 i H H B i^M«t^<:tHJ:f) 19. 3g 
o g »«©<8l*ftA 
[0 0 5 7] 

£j£$7?>|Bl5tte> ">y *^7*I/- b ifflv^il^nv b/77-f - (TLC 
) Ciotffo/co 5^&&Uti*nn*;vAfc**y-/i'<0^Jfca t 8 5 : 1 

geld* -g^S^JeJ: Srfro^o TLCtciTR f -fit 0 . OSWE'bWy 
X77D^WW77fy>x^y<-jV7^ h&ffi&Lfco £Mfo?> 



ttHE#2 003-3089895 
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*l^No. 1 t75 K^t-Sitta *K 75;i<?)2 9 6 0 cm-lot? 
-*rt s M3:U *rfc£2&T$ KO^-^#l 7 4 0 cm-l^^JiiiiKi 

[0 0 5 8] 

*i^#:No. 2 - v^77n>f 7f y>x^ y - ^7 ^ > (2mol 

) mm<o&$i 

y^rTD ^ 7 7 f y;Vi^y - il'T ^ 7 4 8 m g ( 1 mm o 1 ) 

mWmW*$ix-fz 1 0 QmL<D7 7X=trpX\ MWO 5 OmL 4 0 

"C^U $f,C»RtF^A82mg ( 1 mm o 1 ) £«IU ^m^-#N 
o. 2^10. 5g (0. 5mmo 1) JDX.T4 CCT'StWaSSrffo^o I 
J&i&rroHStiTSBOT L c ^ * *> - > ^i:ty^t7n ;v 

t*a£^f7n^;V^^77f^x^y-;V75 > tffliW.j- YW-Ut: 
Bfc£U MW^V£mflE@*L h^x>2 0mL*Mt)»U A^rt 

>100mLi:iTU *I^No. 7D>f^77f ^Vx^ 

y-;VT3 >O^S«r#Jt 0 *SIMi£SL££«£**f&£i:fc:.J: 9 10. OgO 

[0 0 5 9] 

|5j5e{i> *^7 P W- h Srffl^^^ h ^7 7 'f - (TLC 
) KioTffofco IiIIi:ii^nn*;u^ * / - ;KZ>ta£\fcfc3&* 8 5 : 1 

«^J:0**«»K056*«:ffo*:o TLCi:tRff0. 0 5#jSI:I?»^V 
^rTn^;^7s7 7fy>x^;^;v7r/^^7 hri ? M3cL*io ZeJ&MW 
mum R*s<? h/wiiswr, ^777f^vx^;-;v75 ><£>TS 
M^No. It7^ KHf^i-*i hie J: *K T -5 /^<7)2 9 6 0 cm-^t' 
-***M3cU *rfcfc2i»TS 7 4 0 c m _1 \z.& h 

ffiIE# 2003-3089895 
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[0 0 6 0] 

^l«!!5 

*i»o. 5 - v ^ f 7 n ^ ;i/ * ^ 7 7 f y x ^ / - ^ 7 ^ V (2mol 

) #iiH*o^jft 

y 7 f 7 n 7 7 f y ;Vi ^ - ;V7 ^ 7 4 8 m g (lmmol) £ N 

«#^fi*0tx.fcl 0 0mLO7?^3+"^ h;Vi>5 0mL^iDx.T4 Ot 
T?*#U $f>i:»HthV7A82mg (lmmol) £S&bqU ^M^N 
o. 5£10. 4g (0. 4 9mmo 1 ) 1mz.X 4 0X3^5 ^HRJS*fr ofc 0 
£&&T<*>fl|@f±TfB<Z> TLCl-i *9 ?r v\ ->HK'J ^CtvXr TO >f 

U*a£Ov^f7n^ W^7 7fy>x^y-jV7 5 VfcBMW- h V 7A 

;v^7 7f^vx^y-;V7 5 >io. l g£#fc 0 
[0 0 6 1] 

£j&tJO|W|5tJi, y U *^7*V- b SriV^^f Jg^nv h ^7 7 'f - (TLC 

mz£ fJ^^S^Jei^tTo^o TLCCTRffO. 0 5ftj£tCjie»^&^ 

HSfi I R*^* h;wc&v>T\ *^7 7fy>i^/-;v75 ><7)T^ y^6 ? 
^fi-g^N o . U75 Vm&1r2> itiat), T^SO 2960c m-lo tf 
-*a s M3:U *rfcK2&T5 7 4 0 cm-l^ibW^hCJ: 

[0 0 6 2] 

Hife0!l6 

*f^No. 5-^f7n/fm77f^Vx^;-jl/7<> (lmol 

) mm<n&j& 

V7,tTUs( )\s*A7 Tf-Vfrx.* S-)VT 5 > 7 4 8m g (lmmol) 
flH^mtrfllAfc 1 0 0mL(7)7 7^3*T% h;Wn> 5 0mL^JPx.T4 0 



ffifiE# 2003-3089895 
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•?*#U SfclcMW" h y *A 8 2mg ( 1 mm o 1 ) £$sinU *S^#N 
o. 4^90. 9g (0. 9 9mmo 1) J)D£t4 0t:t*8IIFISB^o/:o 
jRJE&j^T^EtiTIBOTLCUJ: Dffvs ->kPJ ^:T^f7n^ 

&Bfc*U > ;vx V ^IE^*t S C 1 1: J: t) N o . 4-y^f7D^f 

^^7 7fv>i^7-;V7^ > 8 5. 4 g£#£o 
[0 0 6 3] 

^%oi^^{±> *svi] j f$'"tv— \>*m^fznm?wv7 i 77 * - (tlc 

) KioTfrofco WlCii^nn^^t^ *y -JKZ>iS'g\tfc;&*8 5 : 1 
tt^J:0**»KO3e»«rfirofco TLCCTRffO. 0 5#j£i:If)*L4^ 

igsai R*^? mwc^-tt, *7 7 7f-7;vi^/-;v7r/<07^ 

*t^#No. 1 i:75 K^-f &££KJ: 9> 7^102 9 6 0 cm-lovf 
-^ 5 7£3cU ff^tC2^T5 KOtf-^l 7 4 0 c m-lfcji,«b d K X 

[0 0 6 4] 

^W6©*l##No. 5-^f70/fm77f-7;H^;-fl'7r/ 
(lmo 1) ttta&fc^LT4t«3ic£ffr£Lfco f4^a^f)i^i^^ 

[0 0 6 5] 
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5. Owt% 




2. Owt% 




0. 5wt% 




0. 5wt% 


^ ,w 


7, Owt% 


^ (lmol) ttfia® 


2. Owt% 




0. 02wt% 


*** 


m& 








73.0wt% 



[0 0 6 6] 

xf>^2 3mg : l : 0. l) &m&S£H$No. 2-^f7n 

>f y t^-v^x- ?;-)vt<> (imo D ttira^fct&^JKKiftJK 5 m o 

1 9 Wjnx.T, ?-#>6 OIC^nSL^a^TKl 0~1 lmL£?I 

[0 0 6 7] 
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2 Ow Ltd 


S \— J *r 


2 Owt% 


# v *7 is 


5 0wt% 




10. Owt% 




2. Owt% 


ha7in — A- 


0. 02wt% 




lift 




iSfi 


zMSSB : 






2. Owt% 




67. Owt% 




10. Owt% ! 



[0 0 6 8] 

(l) 'j#y-Aol* 

^nn*W • (2 : 1) H^»$^rfe^ i 

UK7^^A) ^i6 6 5 < ClClJDiaL"Ci5V^l 5 5 mM^TV*--) AtK 
il (pH5. 5) 1 OmL&lmz., Wrf&K'Zif&tfhtfn'Ty K 

>f if- IC|*LT\ lOstrok e^yt^XL/:!, «*7L&<*> 
^7*l/>7^H-*|V»tt'f v>>^ (0. 2^mX311I 
„ 0. l/£mX3IIU 0. 0 5^111X30^.^0. 0 3,«mX3[II) £?rv\ fi 
T-Sl 0 0 nmffO^'j^y-A^^ISSL^o 
[0 0 6 9] 

£0£*;#y-A5H&&4mL&&3it£3k-C2. 5f£ft&U iOMtfe'J 

# v-A^ts:^*jea^ffl^-a--y^x^ 6 5 , 0 0 0 r P m-e 1 mmM^ 

a J: 9 KUmm £ ( i <DW&X. h - * 'HHRiftK tU50 mM fc & J: 
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^;Hft5 0mM) K*V;Vtr~>>i#f£ (E£*Jft : 3. 3mg/mL 

LK*V^tr->V^?K6*ilPx.^(«k^EI!ia^»i2. Omg/mL, ft£*J3t 
Sf*&tt2 0mMh 1HP4, 6 OVXJ ^a^- h Lfc„ CUtfc^ifi. 

[0 0 7 0] 

(2) 'J#y-AOfttt 

-tr^it (-b77f^^G-5o ; &mmi±£m&&fr) trtfv^ *m k# 

£JRoTi|^14fttfcSL (QELS) &^T«J^Lfe e U6i:/7tJ:o 
1 0 0 tztzfr, TtOVtfV <Ott PXTlz&'tJv 

. 5mg/mL, ftH-JiiS^Jgfi 1 5 mM) 0 Sfc, gfc^flU&tf 5 #V- 

a«\ mLMm (65,ooorpm, i mm m?*ft\<\ ±m<D*mxm 

PftLfc (*»jmt«K*i**«4**#&l 7. 2mM>^5^17. 9m 
M) o \/>f V # V - A t f Wfi^-Sli 5 0 - 1 0 0 n ml?* ^ fc, 

[0 0 7 1] 

(3) y v y x<Djk^^mm 

±$m^m i ~ 6 , nmm 1 ~ 2 £jbv>t. s D^itt^ ? v ( 6 &*£tt 

iki££$£-5-L (lf£5E;&-5-*ti7. 5mgF+V;Hfy>/5mL/kg) 
> #$fclfiLR#/£ (2> 4. 8. 24. 48, 72. 120. 168 fl#P^) 

■Cx-f;WT, SUMWU >»L (0. 5~lmL) £*tV\ jflLfft^ 
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v»y#V-A. *^v^±^HS^!l2<7)^:^^l&®MS#<7> , ;>Jii«^ (DSP 

[0 0 7 2] 
[f£6] 







(nm) 


(%) 


AUCo_±S. D. 
( ii g • hr/mL) 


1 


DSPEl — AKM0531/HSPC/Cholesterol 
=0. 104 mM/11. 28 mM/7. 68 mM 


89 


100.0 


3877±308 


2 


DSPEl - AKM0531/HSPC/Cholesterol 
=0. 520 mM/11. 28 mM/7. 68 mM 


92 


93. 4 


4191 ±388 
(n=4) 


3 


DSPEl - AKM0531/HSPC/Cholesterol 
= 1.04 mM/11. 28 mM/7. 68 raM 


55 


100.0 


3064±413 


4 


DSPEl ~ AKM0350/HSPC/Cholesterol 
=0. 104 mM/11. 28 mM/7. 68 mM 


49 


87.4 


2809 ±288 


5 


DSPE2 - AKM0350/HSPC/Cholesterol 
=0. 104 mM/11. 28 mM/7. 68 mM 


52 


83.9 


3063 ±181 


6 


DSPEl - AKM1511/HSPC/Cholesterol 
= 1.04 mM/11. 28 mM/7. 68 mM 


72 


99.5 


1918±74 


1 


HSPC/Cholesterol = 
11.90 mM/8. 10 mM 


91 


100.0 


| 452 ±98 I 


2 


DSPE/HSPC/Cholesterol = 
1.04 mM/11. 28 mM/7. 68 mM 


94 


100.0 


397±133 



&) DSPEl— AKM0531 => PEG ^^■-F - 4=500, k=30, k30mol {w*tLT DSPE lmol 
DSPEl — AKM0350 => PEG 4»#^4=300, k=50, k50mol ICjttLT DSPE lmol 
DSPE2— AKM035O => PEG ^^4=300, k=50, k50mol fC*tLTDSPE 2mol 
DSPEl— AKM1511 PEG ^^4=1500, k=10, klOmoU^LT DSPE lmol 
HSPC : *I*i7t^7rf-^V3 y ^ 



[0 0 7 3] 
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^-vl 33/E 
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# 



2 002-286306 




1/E 



mm] 

^ (1) -C^^tt^m^^A. ^ (2 A) RZf/Xltt (2B 

) -e^$tL^,«^#^:B> mmztf, (3) T-^^tL^m^m^c [Rl^^R 2 ^ 
; R3te^i£i~302#io^t*St*£^L ; AOi^if 2~4<Dt^-> 

^ i o o ?>$&B?>3re& ; R^fiTK^M^ ftxsu ~2 o^mtymm, X 

fi7y;vl^L, RScOS.O^RecOti^^l 0-2 2©7y^i^t ; 
R 7 fi^m2~4<7)2ffi(7)j^'fb7K^^^b ; X^Lt/YiiTK*^^ TfrUV 

*fi^#-eab o «^:^.fS:A hMUfM&B ^^«^#f4 C <^fT t <D*)V 
ittf 7 / 3 ~ 3 / 7 *9 . ^oMfec £5£m-£-# l ^e;vff l - 4 ^e;Ka 



R 1 R 2 

I I 

•CH— C- 

I 



R 3 (AO) m R« . 



H H 
I I 

-c— c- 



(1) 



L xo ox J 



H H 
I I 

-c— c — 



(2A) 



(2B) 



H H 
I I 

c— c 

=o 



L xo 



NH 

f 

o 

0=P— OY 



? ? 
o=c o=c 

R5 R* 



(3) 
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